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INTERNATIONAL PR 



INARY EXAMINATION REPORT 



pemational application No. 

PCT/JPOO/04036 



I. Basis of the report 



1 With regard to the elements of the international application:' 
[^x ;] the international application as originally filed 

I I the description: 

pages 

pages 

pages 

I I the claims: 

pages 

pages 

pages 

pages 



, as originally filed 



filed with the demand 



. filed with the letter of 



, as originally filed 

. as amended (together with any statement under Article 19 

, filed with the demand 



filed with the letter of 



□ 



the drawings 
pages 

pages 

pages 



. as originally filed 



, filed with the demand 



. filed with the letter of 



I I the sequence listing part of the description: 

pages 

pages 

pages 



, as originally filed 

_ , filed with the demand 



, filed with the letter of 



2. With regard to the language, all the elements marked above were available or furnished to this Authority in the language in which 
the international application was filed, unless otherwise indicated under this item. 

These elements were available or furnished to this Authority in the following language which is: 

I I the language of a translation furnished for the purposes of international search (under Rule 23. 1(b)). 

I I the language of publication of the international application (under Rule 48.3(b)). 

I I the language of the translation furnished for the purposes of international preliminarv' examination (under Rule 55.2 and/ 
or 55.3). 

3. With regard to any nucleotide and/or amino acid sequence disclosed in the international application, the international 

preliminarv' examination was carried out on the basis of the sequence listing: 

I I contained in the international application in written form. 

□ 

filed together with the international application in computer readable form. 

□ 

furnished subsequently to this Authority in written form. 

□ 

furnished subsequently to this Authority in computer readable form. 

I I The statement that the subsequently furnished written sequence listing does not go beyond the disclosure in the 
international application as filed has been furnished. 

I I The statement that the information recorded in computer readable form is identical to the written sequence listing has 
been furnished. 

4. I I The amendments have resulted in the cancellation of: 

I I the description, pages 

I I the claims. Nos. 

the drawines, sheets/fie 



^ I j This report has been established as if (some oO the amendments had not been made, since they have been considered to go 
— I beyond the disclosure as filed, as indicated in the Supplemental Box (Rule 70. 2(c)).** 

* Replacement sheets which have been furnished to the receiving Office in response to an invitation under Article 14 are referred to 
in this report as "originally filed " and are not annexed to this report since they do not contain amendments (Rule 70.16 
and 70.17). 

** Any replacement sheet containing such amendments must be referred to under item I and annexed to this report. 
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V. Reasoned statement under Article 35(2) with regard to novelty, inventive step or industrial applicability; 
citations and explanations supporting such statement 



1 . Statement 

Novelt>(N) Claims 2-14,17 YES 

Claims 1.15,16 NO 

Inventive step (IS) Claims 2-14,17 YES 

Claims 1,15,16 NO 

Industrial applicability (lA) Claims 1_17 YES 

Claims NO 



2. Citations and explanations 

Prior Art Documents: 



1 ) EP, 503785, Al (Sankyo Co., Ltd.) 16 February 1991 (16.02.91) 

2 ) Journal of Medicinal Chemistry, Vol. 28, No. 11, 1985, pp. 1704-1716 

3 ) US, 4367236, A (Merrer Dow Pharmaceuticals, Inc.) 4 June 1983 (04.06.83) 

Reaction Scheme H on pp. 74-75 and 77-78, and Preparation 27 on p. 158 of document 1 
describe a process for the manufacture of 4(5)-isobutyl imidazole derivatives by the reaction of a 
substituted 4(5)-cyanoimidazole and isopropyl magnesium bromide. 

Therefore, the process set forth in Claim 10 and the compounds set forth in Claims 15 and 16 do 
not appear to be novel. 

Compounds 2-21 in Table II on p. 1707 of document 2 and the compounds of Example 2 of 
document 3 are compounds having a branched alkylcarbonyl group of 3 or more carbons at the 
No. 4 position of the imidazole, and therefore the compounds set forth in Claims 15 and 16 do 
not appear to be novel. 

Furthermore, in the Claims of this application, the A ring is defined as an optionally substituted 
imidazole ring, but the substituents are not specified. If the term "substituent" merely refers to a 
protective group or a group not involved in the reaction, then the compounds set forth in Claims 
1,15 and 1 6 do not appear to involve an inventive step. 
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VI. Certain documents cited 



1 . Certain published documents (Rule 70. 1 0) 



Application No. 
Patent No. 



Publication date 
( day/ month, year) 



Filing date 
(day month vear} 



WO,99/54309,A1 28 October 1999 (28.10.1999) 22 April 1999 (22.44.1999) 
(E.X) 



Priority date (valid claim) 
(day/ month year) 



23 April 1998(23.04.1998) 



2. Non-written disclosures (Rule 70.9) 

Date of written disclosure 

Kind of non-written disclosure Date of non-written disclosure referring to non-written disclosure 

(day/ month/year) (day/month/year) 
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international application be processed 
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Name of receiving Office and "'PCT International Application*' 




Applicant's or agem's file reference i/rAnn 
(ifdesired) (12 characters maximum) ^Ol fWUUr 


Box No. I TITLE OF INVENTION 

PRODUCTION METHOD OF IMIDAZOLE DERIVATIVES ■ 


Box No. II APPLICANT 


Name and address: (Family name followed by given name: for a legal entity, Jull official 
designation. The address must inciudepostalcode and name of country. The counpyof the 
address indicated in this Box is the applicant sState (that is, country) oj residence if no State 
of residence is indicated below.) 

TAKEDA CHEMICAL INDUSTRIES, LTD. 

1-1, Doshomachi 4-choine, Chuo-ku, Osaka-shi, 
OSAKA 541-0045 JAPAN 


1 1 This person is also inventor. 
Telephone No. 

Facsimile No. 

Teleprinter No. 


State (that is, country) of nationality: _ 

Japan 


State (that is, country) of residence: j apail 


This person is applicant | 1 all designated rri all designated States except 1 | the United States 1 1 the States indicated in 

for the purposes of: 1 1 States LlJ the United States of America | | of Amenca only | | the Supplemental Box 


Box No. Ill FURTHER APPLICANT(S) AND/OR (FURTHER) INVENTOR(S) 


Name and address: (Family name followed by given name; for a legal entity, full official 
designation. The address must inciudepostal code and name of countrv. The country of the 
address indicatedin this Box is the applicant *sState (that is, country) of residence if no State 
of residence is indicated below.) 

KAWAKAMI Jun-ichi 

4-6-301. Ki tashinmachi, Ikoma-shi. 
NARA 630-0245 JAPAN 


This person is: 

I 1 applicant only 

[vJ' applicant and inventor 

1 1 inventor only (Ifthb check-box 
* ' is marked, do not Jill in below.) 


State (that is, country) of nationality: . 

japan 


State (that is, country) of residence: 

Japan 


This person is applicant | — | alt designated 1 1 all designated States except \~[ the United States | 1 the States indicated in 

for the purposes of: 1 1 States I I the United States of Amenca [Vj of America only 1 1 the Supplcmcntel Box 


fv] Further applicants and/or (further) inventors are indicated on a continuation sheet 


Box No. IV AGENT OR COMMON REPRESENTATIVE; OR ADDRESS FOR CORRESPONDENCE 


The person identified below is hereby/has been appointed to act on behalf r^l agent 1 | common representative 
of the applicant(s) before the competent International Authorities as: L-J * 1— J 


Name and address: (Family namefollowed by given name: for a legal entity, full offiicial 
designation. The address must include postal code and name of country.) 

Patent Attorney, Registered No. 11404, TAKAHASHI Shuichi 

c/o Osaka Plant of TAKEDA CHEMICAL INDUSTRIES, LTD. 
17-85, Jusohonmachi 2-chome, Yodogawa-ku, Osaka-shi, 
OSAKA 532-0024 JAPAN 


Telephone No. 

03-3278-2235 

Facsimile No. 

03-3278-2222 

Teleprinter No. 


1 1 Address for correspondence: Mark this check-box where no agent or common representative is/has been appointed and the 

1 1 space above is used instead to indicate a special address to which correspondence should be sent. _ • 
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The following desisnfltions are hereby made under Rule 4.9(a) (marktht appUtahU chtck-boxes; at least om must bi marked): 
Rcgionnl Patent 

121 AP ARIPO Pftfcnh GH Ghana, GM Gambia, KE Kenya, LS Lesotho. MW Malawi, SD Sudan, SL Sierra Leone, SZ Swaziland, 
TZ United Republic of Tanzania, UG Uganda, ZW Zimbabwe, and any other State which is a Contracting State of the Harare 
Prolocol and of Ihe PCT 

El EA Eurnstnn Pntent: AM Armenia, AZ Azerbaijan, BY Belarus, KG Kyrgyzstan, KZ Kazakhstan, MD Republic of Moldova, 
RU Russian Federation.TJ Tajikistan, TM Turkmenistan, and any other State which is a Contracting State of the Eurasian Patent 
Convention and of the PCT 

[2] EP Europcnn Patent: AT Austria, BE Belgium, Cli and LI Switzerland and Liechtenstein, CY Cyprus, DE Germany, 
DK Denmark, ES Spain, FI Finland, FR France, GB United Kingdom, OR Greece, IE Ireland, IT Italy, LU Luxembourg, 
MC Monaeo,NL Netherlands, PT Portugal, SE Sweden, and any other State which is a Contracting State of the European Patent 
Convention and of the PCT 

[21 OA OAPI Patent: BF Burkina Faso, BJ Benin, OF Central African Republic. CG Congo, CI C6te d'lvoire, CM Cameroon, 
G A Gabon, GN Guinea, G W Guinea-Bissau, ML Mali, MR Mauritanm, NE Niger, SN Senegal, TD Chad, TG Togo, and any 
other State which is a member State of OAPI and a Contracting State of the PCT (pother kind o/proiaetion or treatment desired, 
spaeij^ on dotted line) , • 

Nn tlonn 1 Pri ten t (JT other kind tsf prolectiem or treatment desired, speei/p on dotted tine): 

El AE United Arab Emirates q Liberia 

El AL Albania □ LS Lesotho 

El A.M Armenia (JJ Lx Lithuania 

□ AT Austria □ LU Luxembourg 

13 AU Australia EI LV Latvia 

13 AZ Azerbaijan Q MA Morocco 

ElBA Bosnia and Herzegovina □ MD Repubfie of Moldova * 

M BB Barbados Q MG Madagisear 

13 BG Bulgaria (21 MK The former Yugoslav Republic of Macedonia . . . 

EI BR Brazil 

El BY Belarus El MN Mongolia 

El CA Canada □ MW Malawi 

O CH and LI Switzerland and Liechtenstein El MX Mexico 

ED CN China Q NO Korway 

El CR Costa Rjca EI NZ New Zealand 

El CU Cuba EI PL Poland 

EI CZ Czech Republic □ py Portugal 

□ DE Germany El RO Romania 

□ DK Denmark EI RU Russian Federation 

G2 DM Dominica □ SD Sudan 

El EE Estonia QSE Sweden 
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El IL Israel □ UG tJganda • 

E3 IN India El US United States of America 
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EI KG Kyrgyzstnn □ YU Yugoslavia 

□ KP Democratic People's Republici of Korea .... EI ZA South Africa 

□ ZW Zimbabwe • 

El KR Republic of Korea Clicck-boxcs reserved for designating .Slates which have 

n IT 1 I u k become party to the PCT after iasunnce of this shccU 

S f"»;hstan , , P h.mocr.X\c People's Republic of Algeria 

— rTl' AG Antigua and Barbuda 

M LK Sri Lanka ^ 

[3 MZ Moianblque 

EI- Belize 

Prccautiofiniy Designation Statement: In addition to the designations made above, the npplicant also makes under Rule 4.9(b) nil other 
deslgnalions which would be permitted under the PCT except any dcsignalion(s) indicnlcd in the Supplemental Box as being excluded 
from the scope of this slalemcnt. The applicant declares that those additional designations arc subject to confirmation and that any 
designation which is not confirmed be lore the expiration of 15 months from the priority date is to be regarded as withdrawn by the applicant 

at the cxpira lion of that lime limit (Con/mmtion (mcludhig/ees) nwst reach the receivins Qfftce within the IS-motuh time Umit.) 
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Supplemental Box If the Supjfjj^^tai'Box^not used this sheet should not /^e/^^^jf/n the request. 



I ff in any of the Boxes, the space is insufficient to furnish ail the information: in such case, write "Continuation of Box No, ... " 
[indicate the number of the Box] andfurnish the information in the same manner as required according to the captions of the Box in which 
the space was insufficient, in particular: 

(i) if more than two persons are involved as applicants and/or inventors and no continuation sheet " is available: in such case, write 
"Continuation ojBoxNo, III" and indicate for each additional person the same type of information as required in Box No. Ill The 
country of the address indicated in this Box is the applicant 's State (that is. country) of residence if no State of residence is indicated 
below: 

(ii) if in Box No. II or in any of the sub-boxes of Box No. Ill the indication **the States indicated in the Supplemental Box" is checked- 
in such case, write ^'Continuation of Box No, II" or "Continuation of Box No. Ill" or "Continuation of Boxes No. II and No. Ill" 
fas the case maybe), indicate the name of the applicant(s) involved and, next to (each) such name, the State(s) (and/or, where 
applicable, ARIPO, Eurasian, European or OAP I patent) for the purposes of which the named person is applicant: 

if in Box No. II or in any of the sub-boxes of Box No. Ill, the inventor or the inventor/applicant is not inventor for the purposes 
of all desisnated States orfortheputvoses of the United States of America: in such case, write "Continuation of Box No. //" or 
"Continuation of Box No. Ill" or "Continuation of Boxes No. II and No. Ill" fas the case may be), indicate the name of the 
inventor fs) and, next to feach) such name, the State fs) f and/or, where applicable, ARIPO, Eurasian, European or OAPl patent) for 
the purposes of which the named person is inventor: 

fiv) if, in addition to the agentfs) indicated in Box .\'o. IV, there are further agents: in such case, write "Continuation of Box No. IV*' 
and iruiicatefor each further agent the same type of information as required in Box No. IV: 

fv) ifinSoxNo, V, the name ofany State for OAP I) is accompanied by the indication "patent of addition, " or "certificate of addition, " 
or if in Box No. K the name of the United States of America is accompanied by an indication continuation or "continuation- 
in-part ": in such case, write "Continuation of Box No, V" and the name of each State involved for OAPl). and after the name of 
each such State for OAPl), the number of the parent title or parent application and the date of grant of the parent title or filing 
of the parent application: 

if, in Box No. VI, there are more than three earlier applications whose priority is claimed: in such case, write ''Continuation of 
Box No. VI" and indicate for each additional earlier application the same type of information as required in Box No. VI: 

fvii) if in Box No. VI, the earlier application is an ARIPO application: in such case, write "Continuation of Box No. VI" , specify the 
number of the item corresponding to that earlier application and indicate at least one country party to the Paris Convention for 
the Protection of Industrial Property for which that earlier application was filed. 

2. If with regard to the precautionary designation statement contained in Box No. V, the applicant wishes to exclude any State fs) from 
the scope of that statement: in such case, write " Designation fs) excluded from precautionary designation statement " and indicate the 
name or two-letter code of each State so excluded 

3. If the applicant claims, in respect ofany designated Office, the benefits of provisions of the national law concerning non-prejudicial 
disclosures or exceptions to lack of novelty: in such case, write "Statement concerning non-prejudicial disclosures or exceptions to lack 
of novelty and furnish that statement below. 



[Continuation of Box No. IV] 

Patent Attorney, Registered No. 11045. UCHIYAMA Tsutomu 
c/o Osaka Plant of Takeda Chemical Industries/Ltd. 
17-85, Jusohonmachi 2-chome, Yodogawa-ku, 
Osaka-shi, OSAKA 532-0024 JAPAN 



fvi) 



Form PCT/RO/lOl (supplemental sheet) (July 1998) 



See Notes to the request form 



Box No. VI PRIORITY CLAIl 



Filing date 
of earlier application 
(day/month/year) 



Sheet No, 



Number 
of earlier application 



□ 

Further priority clU^Keindicateci in the Supplemental Box 



Where earlier application is: 



national application: 
country 



regional application:^ 
regional Office 



international application: 
receiving Office 



ilem(l) 



22. 06. 99. 



175070/1999 



Japan 



item (2) 



item (3) 



jVl The receiving Office is requested to prepare and transmit to the International Bureau a certified copy 
1 — 1 of the earlier application(s) (only if the earlier application was filed with the Office which for the 
purposes of the present international application is the receiving Office) identified above as itcm(s): 

* Where the earlier application is an ARIPO application, it is mandatory lo indicate in the Supplemental Box at least one country parry to the Paris 
Convention for the Protection of Industrial Property for \¥hich that earlier application was filed {Rule 4, } Q(b ) (it) ). See Supplemental Box. 



(1) 



Box No. VII INTERNATIONAL SEARCHING AUTHORITY 



Choice of International Searching Authority (ISA) 
Of two or more International Searching Authorities are 
competent to carry out the international search, indicate 
the Authority chosen; the two-letter code may be used): 

ISA/JP 



Request to use results of earlier search; reference to that search (if an earlier 
search has been carried out by or requested from the International Searching Authority), 



Date (day/month/year) 



Number 



Countiy (or regional Office) 



Box No. VIII CHECK LIST; LANGUAGE OF FILING 



This international application contains 
the following number of sheets: 

request 4 

description (excluding 
sequence listing part) 

claims 

abstract 

drawings 



27 
6 
1 
0 



sequence listing part 
of description 

Total number of sheets 



38 



This international application is accompanied by the item(s) marked below: 

1 . EI fee calculation sheet 

2. gj separate signed power of attorney 

3. 0 copy of general power of attorney; reference number, if any: 

4. □ statement explaining lack of signature 

5. □ priority document(s) identified in Box No. VI as item(s): 

6. Q translation of international application into (language): 

7. □ separate indications concerning deposited microorganism or other biological material 

8. □ nucleotide and/or amino acid sequence listing in computer readable fonn 

9. □ Qthzv (specify): 



Figure of the drawings which 
should accompany the abstract: 


Language of filing of the y 
international application: Japanese 


Box No. IX SIGNATURE OF APPLICANT OR AGENT 



Next to each signaiure. in&Mte the name of the person signing and ihe a^padly In vOudt the person signs (ifsudx capacity is not obvious from reading the request) 



TAKAHASHI Shuichi (Seal) 



UCHIYAMA Tsutomu (Seal) 



1. 


Date of actual receipt of the purported 
international application: 


2. Drawings: 


3. 


Corrected date of actual receipt due to later but 
timely received papers or drawings completing 
the purported international application: 




1 1 received: 


4. 


Date of timely receipt of the required 
corrections under PCT Article 1 1(2): 




1 1 not received: 


5. 


International Searching Authority 

(if two or more are competent): ISA/JP 


6. |~1 Transmittal of search copy delayed 
1— J until search fee is paid. 





Date of receipt of the record copy 
by the International Bureau: 



For International Bureau use only 



FormPCT/RO/101 (last sheet) (July 1998) 



See Notes to the request form 
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Europaisches 
Patentamt 

Zweigstelle 
in Den Haag 
Recherchen- 
abteilun? 



opean 
Patent Office 

Branch at 
The Hague 
Search 

division 



Office europeen 
des brevets 

Oepartement a 
La Haye 
Division de la 
recherche 



r Lewin, John Harvey 
Takeda Patent Office, 
11-12 Charles II Street 
London SWIY 4QU 
GRANDE BRETAGNE 



- 2 OCT 2002 



J 



Datum/Date 






26. 09. 02 



Zeichen/Ref./Ref. 

2617EP0W 


AnmeWung Nr./Application No./Demande n^VPatent Nr ./Patent No7Brevet n*. 

00940770.1 


Anmelder/Applicant/Demandeur/Patentinhaber/Proprletor/Tltulaire 

Takeda Chemical Industries, 


Ltd. 


COMMUNICATION 



The European Patent Office herewith transmits 
ri the European search report 
n the declaration under Rule 45 EPC 

□ the partial European search report under Rule 45 EPC 

GO the supplementary European search report concerning the international application under Article 1 57(2) EPC 

relating to the above-mentioned European patent application. Copies of the documents cited In the search report are 
enclosed. 

The following specifications given by the applicant have been approved by the Search Division : 

□ Abstract □ Title □ Figure 

n The abstract was modified by the Search Division and the definitive text is attached to this communication. 



n The following figure will be published with the abstract, since the Search Division considers that it better characterises 
the invention than the one indicated by the applicant. 

Figure: 

Additional copy(copies) of the documents cited in the European search report. 



REFUND OF THE SEARCH FEE 

If applicable under Article 10 Rules relating to fees, a separate communication 
from the Receiving Section on the refund of the search fee will be sent later. 




EPO Form 1507 02.93 



European Patent 
Office 



SUPPLEMENTARY 
EUROPEAN SEARCH REPORT 



Application Number 

EP 00 94 0770 



DOCUMENTS CONSIDERED TO BE RELEVANT 




Category 


Citation of document with indication, where appropriate, 
of relevant passages 


Relevant 
to claim 


CLASSIFICATION OF THE 
APPLICATION <lntCI.7) 


X 
X 

A 
A 


US 4 602 093 A (BALDWIN JOHN J ET AL) 
22 July 1986 (1986-07-22) 
column 23, step E 

BELL, A. S. ETAL.: "2( lH)-Quinol inones 
with cardiac stimulant activity. 3. 
Synthesis and biological properties of 
6-imidazol-l-yl derivatives." 
JOURNAL OF MEDICINAL CHEMISTRY, 
voir 32r no. 7, 1989, pages 1552-1558, 
XP002200975 

Pages 1556-1557, Route K 

JERRY MARCH: "Advanced Organic Chemistry 
- Fourth Edition" 

1992 , JOHN WILEY & SONS XP002200976 
see Ch. 6-37 

* page 935 - page 936 * 

WO 95 01967 A (ASTRA AB ;B0AR BERNARD 
ROBIN (GB); CROSS ALAN JOHN (GB); GRAY 
DUNC) 19 January 1995 (1995-01-19) 
page 9, scheme (a) 

* example 1 * 

The supplementary search report has been based on the last 
set of claims valid an6 available at the start of the search. 


1,5-9, 
11-14 

1.5-9, 
11-14 

1,5-9. 
11-14 

2-14 


C07D233/64 


TECHNICAL FIELDS 
SEARCHED (lntCI.7) 


C07D 


Place of search Date of completion of the search Exam iner 

MUNICH 18 September 2002 Usuelll, A 


CATEGORY OF CITED DOCUMENTS T . theory or principle underlying the invention 

E ; earlier patent document, but published on. or 
X : particularly relevant if taken alone after the filing date 
Y : particularly relevant if combined with another D : document cited in the application 
document of the same category L : document cited for other reasons 

O : non-written disclosure & member of the same patent family, corresponding 
P ; intermediate document document 



ANNEX TO THE EUROPEAN SEARCH REPORT 

ON EUROPEAN PATENT APPLICATION NO. EP 00 94 0770 



This annex lists the patent family members relating to the patent documents cited in the above-mentioned European search report. 
The members are as contained in the European Patent Office EDP file on 

The European Patent Office is in no way liable for these particulars which are merely given for the purpose of information. 

18-09-2002 



Patent document 
cited in search report 



Publication 
date 



Patent family 
member(s) 



Publication 
date 



ZA 


8500934 A 


24-09-1986 


AU 


691191 


B2 


14-05-1998 


AU 


7197894 


A 


06-02-1995 


BR 


9406924 


A 


30-07-1996 


CA 


2164876 


Al 


19-01-1995 


CN 


1126990 


A ,B 


17-07-1996 


CZ 


9600041 


A3 


12-06-1996 


EP 


0707573 


Al 


24-04-1996 


FI 


960077 


A 


08-01-1996 


HU 


74673 


A2 


28-01-1997 


JP 


8512313 


T 


24-12-1996 


NO 


960029 


A 


04-01-1996 


NZ 


268690 


A 


24-11-1997 


PL 


312427 


Al 


29-04-1996 


RU 


2137763 


CI 


20-09-1999 


UO 


9501967 


Al 


19-01-1995 


SK 


159995 


A3 


05-06-1996 


US 


5747515 


A 


05-05-1998 



US 4602093 
WO 9501967 



A 
A 



22-07-1986 
19-01-1995 



2 

o 



o 

uj For more details about this annex : see Official Journal of the European Patent Office, No. 12/82 





European Patent 
Office 



EP 00 94 0770 



Application Number 



CLAIMS INCURRING FEES 



The present European patent application comprised at the time of filing more than ten claims. 

□ Only part of the claims have been paid within the prescribed time limit. The present European search 
report has been drawn up for the first ten claims and for those claims for which claims fees have 
been paid, namely claim(s): 



□ No claims fees have been paid within the prescribed time limit. The present European search report has 
been drawn up for the first ten claims. 



The Search Division considers that the present European patent application does not comply with the 
requirements of unity of invention and relates to several inventions or groups of Inventions, namely: 



see sheet B 



□ AH further search fees have been paid within the fixed time limit. The present European search report has 
been drawn up for all claims. 

□ As all searchable claims could be searched without effort justifying an additional fee, the Search Division 
did not invite payment of any additional fee. 

□ Only part of the further search fees have been paid within the fixed time limit. The present European 
search report has been drawn up for those parts of the European patent application which relate to the 
inventions in respect of which search fees have been paid, namely claims: 



LACK OF UNITY OF INVENTION 



1-14 



□ 



None of the further search fees have been paid within the fixed time limit. The present European search 
report has been drawn up for those parts of the European patent application which relate to the invention 
first mentioned in the claims, namely claims: 



J 



European Patent ^^^^ ^j^,^ INVENTION "'^^"^"^^^ '"'"^ 

Office SHEETS O^^O 



The Search Division considers that the present European patent application does not comply with the 
requirements of unity of Invention and relates to several inventions or groups of inventions, namely: 

1. Claims: 1, 5(part)- 9(part), ll(part)-14(part ) 

Preparation of the compounds of formula (III) 

2. Claims: 2-4, 5(part)~14(part ) 

Preparation of the compounds of formula (V) 



3. Claims: 15-17 

Compounds of formula (Ilia) 





PCT/J POO/04036 



From the INTERNATIONAL BUREAU 



PCT 



NOTIFICATION OF RECEIPT OF 
RECORD COPY 

(PCT Rule 24.2(a)) 



To: 



TAKAHASHI, Shuichi 

Osaka Plant of Takeda Chemical 

Industries, Ltd. 

17-85, Jusohonmachi 2-chome 

Yodogawa-ku 

Osaka-shi 

Osaka 532-0024 

JAPON 



Date of mailing (day/month/year) 
26 July 2000 (26.07.00) 

Applicant's or agent* s file reference 

2617WO0P 



IMPORTANT NOTIFICATION 



International application No. 
PCT/J POO/04036 



07 July 2000 (07.07.00) 



T.e applicant is hereby notified that the Internationa. Bureau Has received the record copy of the International application as 
detailed below. 

Name(s) of the applicant(s) and State(s) for which they are applicants: 

TAKEDA CHEMICAL INDUSTRIES, LTD. (for all designated States except US)^ 

KAWAKAMI, Jun-ichI (for US) 

. : 21 June 2000 (21 .06.00) 

International filing date ^ ^^^^ ^ggg (22.06.99) 
Priority date(s) claimed 
Date of receipt of the record copy 
by the International Bureau 

List of designated Offices = 

APGH,GM,KE,LS,MW,MZ,SD,SL,SZ,TZ,UG,ZW 

EA :AM,AZ,BY,KG,KZ,MD,RU,TJ,TM ,^ , , , ^ . _ . ,, 
EP :AT,BE,CH,CY,DE,DK,ES,FI,FR,GB,GR,IE,IT,LU,MC,NL,PT,SE 

OA :BF,BJ,CF,CG,CI,CM,GA,GN,GW ML,MR,NE SN TD TG DZ,EE,GD.GE,HR,HU, 
SK,TJ,TM,TR,TT,UA,US,UZ,VN,YU,ZA 




In addition, the .pp.icanf s attention Is drawn to the Information contained in the Annex, relating to: 



time limits for entry into the national phase 
confirmation of precautionary designations 
requirements regarding priority documents 



X requirements regarding priority documents 
A copy of this Notification is being sent to the receiving Office and to the InternationalSearching Authority. 




The International Bureau of WlPO 
34, chemin des Colombcttes 
1211 Geneva 20, Switzerland 



ANNEX^BORM PCT/IB/301 



^rnational application No. 

PCT/ J POO/04036 



INFORMATION ON TIME LIMITS FOR ENTERING THE NATIONAL PHASE 

the applicable national laws. I 

I on MnNTH*? from the orioritv date or, for those designated States 

The time limit for performing these prooedura acts MOffmS fm^^^^^^ pr o w ^ ^^^^^ ^^^^ 

which the applicant elects in a demand f '"^.^^.^^^ ""^ ^^^^p^^^^^^ f om the priority date. Some designated (or 

phase. I 
Por detailed infonnatlon aboutthe procedural a,^^b« p.^^^^^ 

the S date of the international application. (See second paragraph above.) 

Note that only an applicant who is a national or resident of a PCT Contracting State which is bound by Chapter II has 
the right to file a demand for international preliminary examination. 

CONFIRMATION OF PRECAUTIONARY DESIGNATIONS 

This notification lists only specific designations -'d-nd- Rule 4^9(a^^ 
designations are correct. Errors in confirmed according to Rule 4.9(c) 

Rule 4.9(b). The applicant is ^^'^^^"^ r'ZTJJ^'''^^^^^ it will automatically be regarded as withdrawn 

ii^ssr^n^^^^^^ 

REQUIREMENTS REGARDING PRIORITY DOCUMENTS 

For applicants who have not yet complied with the requirements regarding priority documents, the following is recalled. | 

I Where the priority of an earlier national, -.iona. or intema.^^^^^ 

of the said earlier application, certified by the ? ',X„a i^^^^ before the expiration of 1 6 months from 

(which will transmit it to the International ^ure^'^) «; the International Bureau before that date of 

l^n^ r ?u\Sro/S rernrnr;;=^r ^^^^^^^ document will be considered to have been received 

5 the ln?ernational Bureau on the last day of the IB-month time limrt (Rule 17.1(a)). 

Where the priority document is issued by the -ceiving 0„ie. the app.ica^ 

ofa fee (Rule 17,1 (b)). 

„ the priority document concerned is not -Emitted to the .nternaJona.B 
to prepare and transmit the priority document ""^^^^^l^^^^f '^^"^^^^^^^ may disregard the priority claim, provided that no 

rjg'Siiitft:"^^^^^^^ 

document within a time limit which is reasonable under the circumstances. 

Where several priorities are claimed, the priority date to be considered for the purposes of computing the IB-month time 
limit is the filing date of the earliest application whose priority is claimed. 



Form PCT/lB/301 (Annex) (July 1998) 



003430247 



PCX (|v 

NOTIFICATION CONCERNING 
SUBMISSION OR TRANSMITTAL 
OF PRIORITY DOCUMENT 

(PCT Administrative Instructions, Section 411) 


From the INTERNATIONAL BUREAU 


To: 

TAKAHASHI, Shuichi 

Osaka Plant of Takeda Chennical 

Industries, Ltd. 

17-85, Jusohonmachi 2-chome 

Yodogawa-ku 

Osaka-shi 

Osaka 532-0024 

JAPON 


Date of mailing (day/month/year) 

13 October 2000 (13.10.00) 


Applicant's or agent's file reference 
261 7 WOOF 


IMPORTANT NOTIFICATION 


International application No. 
PCT/JPOO/04036 


International filing date (day/nnonth/year) 
z 1 June zuuu \z i .uo.uu; 


International publication date (day/month/year) 
Not yet published 


Priority date (day/month/year) 
22 June 1999 (22.06.99) 


Applicant 

TAKEDA CHEMICAL INDUSTRIES, LTD. etal ^ 



1 The applicant is hereby notified of the date of receipt (except where the letters "NR appear m the right-hand ^^^^^^^^ 
' International Bureau of the priority document(s) relating to the earlier application(s indicated below. Unless otherwise 
indicated by an asterisk appearing next to a date of receipt or by the letters "NR", in the ^'S^t-hand column the pr^^^^^^ 
document concerned was submitted or transmitted to the International Bureau in compliance with Rule 17.1(a) or (b). 

2. This updates and replaces any previously issued notification concerning submission or transmittal of priority documents. 

3 An asterisk*) appearing next to a date of receipt in the right-hand column, denotes a priority document submitted 
or transmitted to the International Bureau but not in compliance with Rule 17.1(a) or (b). In such a case, the attention 
of the applicant is directed to Rule 17.1 (c) which provides that no designated Office may disregard the P^'O^'^Y 
concerned before giving the applicant an opportunity, upon entry into the national phase, to furnish the priority document 
within a time limit which is reasonable under the circumstances. 

4 The letters "NR" appearing in the right-hand column denote a priority document which was not received by the International 
* Bureau or which the applicant did not request the receiving Office to prepare and transmit to the '"Jf "J^JJ^t^"^^^^^ 

as provided by Rule 17.1 (a) or (b), respectively. In such a case, the attention of the applicant is directed to Rule 17.1(c) which 
provides that no designated Office may disregard the priority claim concerned before giving the applicant an opportunity, 
upon entry into the national phase, to furnish the priority document within a time limit which is reasonable under the 
circumstances. 



Prioritv date Priority gpplicgt'Qn NQ- 

22 June 1999 (22.06.99) 11/175070 



Countrv or regional Office 
or PCT receiving Office 

JP 



Date of receipt 
of priprlty document 

II Augu 2000 (11.08.00) 




The Intemational Bureau of WIPO 
34, chemin des Colombettes 
1211 Geneva 20, Switzerland 



Facsimile No. (41-22) 740.14.35 



Authorized officer 

Tessadel PAMPLIEGA 
Telephone No. (41-22) 338.83.38 



7^ 



Form PCT/IB/304 (July 1998) 



003584703 



ENT 



.1. i'. 






COO 


=»ERATION TRE 

1 ! 



WO 00/78727 
PCT/JPOO/04036 



PCT 



From the INTERNATIONAL BUREAU 



1-2- 



NOTICE INFORMING THE APPLICANT OF THE 
COMMUNICATION OF THE INTERNATIONAL 
APPLICATION TO THE DESIGNATED OFFICES 

(PCT Rule 47.1(c), first sentence) 



To: 



TAKAHASHI, Shuichi 

Osaka Plant of Takeda Chemical 

Industries, Ltd. 

17-85, Jusohonnnachi 2-chonne 
Yodogawa-ku 
Osaka-shi 
Osaka 532-0024 
JAPON 



01. 1. -8 



Date of mailing (day/month/year) 

28 December 2000 (28.12.00) 


Kmrnrnw 
1 X — ii 


Applicant's or agent* s file reference 

2617WO0P 


IMPORTANT NOTICE 


International application No. 
PCT/JP0O/04G36 


International filing date (day/month/year) 
21 June 2000(21.06.00) 


Priority date (day/month/year) 
22 June 1999 (22.06.99) 


Applicant 

TAKEDA CHEMICAL INDUSTRIES, LTD. et al 



1 Notice is hereby given that the International bureau nas communicaiea, p,uv.ucu '"'^^ - 

to the following designated Offices on the date Indicated above as the date of mailing of this Notice. 

AG,AU,BZ,DZ,KR,MZ,US 

In accordance with Rule 47.1(c), third sentence, those Offices will accept the present Notice as conclusive evidence that 
"he comm^^^^^^^ international application has duly taken place ^^^e date of ma ^^^^ above and no copy 

of the international application is required to be furnished by the applicant to the designated Office(s). 

2 The following designated Offices have waived the requirement for such a communication at this time: 

AE,AUAM,AP,AZ,BA,BB,BG,BR,BY,CA,CN,CR,CU,CZ,DM,EA,EE,EP,GD,GE^^ 
JP,KG,KZ,LC,LK,LR,LT,LV,MA,MD,MG,MK,MN,MX,NO,NZ,OA,PL,RO,RU,SG.SI,SK,TJ,TM,TR,TT, 

The^co^m^un^^^^^ made to those Offices only upon their request Furthermore, those Offices do not require the 

applicant to furnish a copy of the international application (Rule 49.1 (a-bis)). 

3. Enclosed with this Notice is a copy of the international application as published by the International Bureau on 
28 December 2000 (28.1 2.00) under No. WO 00/78727 

REMINDER REGARDING CHAPTER II (Article 31(2)(a) and Rule 54.2) 

If the applicant wishes to postpone entry into the national phase until 30 months (or later in some O^^'c^f > J^?.";" 
date ^demand for international preliminary examination must be filed with the competent International Preliminary 
Exarnining Authority before the expiration of 19 months from the priority date. 
It is the applicant's sole responsibility to monitor the 19-month time limit. 

Note that only an applicant who is a national or resident of a PCT Contracting State which is bound by Chapter II has the 
right to file a demand for international preliminary examination. 

REMINDER REGARDING ENTRY INTO THE NATIONAL PHASE (Article 22 or 39(1)) 

If the applicant wishes to proceed with the international application in the national P^ase he niust ^0^^^^^^ 
or 30 months, or later in some Offices, perform the acts referred to therein before each designated or elected Office. 

For further important information on the time limits and acts to be perfornried for entering the nat^^^^^^^^^ the 
Annex to Forrn PCT/IB/301 (Notification of Receipt of Record Copy) and Volume II of the PCT Applicant s Guide. 



The International Bureau of WlPO 
34, chemin des Colombettes 
1211 Geneva 20, Switzerland 



Facsimile No. (41-22) 740.14.35 



Authorized officer 

J. Zahra 

Telephone No. (41-22) 338.83.38 



Form PCT/IB/308 (July 1996) 



3736457 



PCT/ J POO/04036 



F^H^ENT COOPERATION TRE>^ 



From the INTERNATIONAL BUREAU 



PCT 



INFORMATION CONCERNING ELECTED 
OFFICES NOTIFIED OF THEIR ELECTION 



(PCT Rule 61 .3) 



Date of mailing (day/month/year) 

28 December 2000 (28.12.00) 



To: 



TAKAHASHI, Shuichi 

Osaka Plant of Takeda Chemical 

Industries, Ltd. 

17-85, Jusohonmachi 2-chome 

Yodogawa-ku 

Osaka-shi 

Osaka 532-0024 

JAPON 



Applicant's or agent's file reference 

2617WO0P 


IMPORTANT INFORMATION 


International application No. 
PCT/JPOO/04036 


International filing date (day/month/year) 
21 June 2000 (21.06.00) 


Priority date (day/month/year) 
22 June 1999 (22.06.99) 


Applicant 

TAKEDA CHEMICAL INDUSTRIES, LTD. et a! 



1. The applicant is hereby informed that the International Bureau has, according to Article 31(7), notified each of the following 
Offices of its election: 

AP :GH,GM,KE,LS,MW,MZ,SD,SL,SZ,TZ,UG,ZW 

EP :AT,BE,CH,CY,DE,DK,ES,FI,FR,GB,GR,IE,IT,LU,MC,NL,PT,SE 

National :AG,AU,BaBZ,CA,CN,CZ,DZ,ILJP,KR,MN,MZ,NO,NZ,PURO,RU,SK,US 

2. The following Offices have waived the requirement for the notification of their election; the notification will be sent to them 
by the International Bureau only upon their request: 

EA :AM,AZ,BY,KG,KZ,MD,RU,TJ,TM 

OA :BF,BJ,CF,CG,CI,CM,GA,GN,GW,ML,MR,NE,SN,TD,TG 

National :AE,AL,AM,AZ,BA,BB,BR,BY,CR,CU,DM,EE,GD,GE,HR,HUJD,INJS,KG,KZ, 
LC,LK,LR,LT,LV,MA,MD,MG,MK,MX,SG,SI,TJ,TM,TR,TT,UA,UZ,VN,YU,ZA 



3. The applicant is reminded that he must enter the "national phase" before the expiration ofSO '"PTj^s ^^.'^^I^f^ 
before each of the Offices listed above. This must be done by paying the national fee(s) and furnishing ; P^„®/,f 
translation of the international application (Article 39(1)(a)), as well as, where applicable, by furnishing a translation of any 



Some offices have fixed time limits expiring later than the above-mentioned time limit. For detailed in^^^^^^^ ««« Vohfme II 

applicable time limits and the acts to be performed upon entry into the national phase before a particular Office, see Volume II 
of the PCT Applicant's Guide. 

The entry into the European regional phase is postponed until 31 months from the priority date for all States designated for 
the purposes of obtaining a European patent. 



The Internationa! Bureau of WlPO 
34, chemin des Colombettes 
1211 Geneva 20, Switzerland 



Facsimile No. (41-22) 740.14.35 
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(57) Abstract: An industrially advantageous process for the preparation 
of compounds of general formula (V) exhibiting a steroid C17-C20 lyase 
inhibitory activity, which is reduced in the number of steps, attains a high 
yield and dispenses with the use of a heavy metal compound, wherein A 
is an optionally substituted imidazole ring; R is an optionally substimted 
hydrocarbon group or a heterocyclic group; and R^, R^, R^ R^, R^ and 
R' are each hydrogen, optionally substituted hydrocarbyl, OH, SH, NH2, 
acyl, halogeno, or the like. 



